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(57) Abstract: [PROBLEMS] To provide a novel pest-control- 
ling agent, particularly an agricultural and horticultural insecticide, 
which is effective against pests having resistance to already-exist- 
ing pesticides and which is suitable for labor-saving application 
by aged agricultural workers. [MEANS FOR SOLVING PROB- 
LEMS] A pest-controlling agent comprising an isoxazoline deriva- 
tive represented by the general formula (I) or a salt thereof as an 
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halo(Ci-C6) alkyl group; W represents an oxygen atom, a sulfur atom or the like; A , A and A independently represent a nitrogen 
atom, C-H or C-Y; X represents a halogen atom, a cyano group, a nitro group or the like; m represents an integer ranging from I to 
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(4) w^-c(r 4 ) (R 5 )-(^*,R 5 ^tm 6 {i(i)^inc 0 )-c^(i)tcE*»-ry^ 
i^y^it^x^^ 

1 6 

y^f-yy^agftxra^©^ 

(6) R 2 ^hy7/^np{^/^-Cfe5 (l)M(4)V ^1* *ia>lo iCfE^©^^^^ 

(7) XiVNn^>'JS^-Xr±>'M3(C ~C )T/V^S^5(l)7IrS(6)V^^ i lo 

1 6 

(8) ( i ) 7b m. (7) v N-f o (cfBi4^-<y^f-y y >«it*xtt*<Bate*»jfc# 
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(ii)-«5*;(xi) 




S N /nh(C ~C )7^W^^>S, -B(OH) -B(OMe) S> - 

14 2 2 

B(OEt) 2,4, 4, 5, 5-7"h7^/V-l, 3, 2-> ? ^«7^-2--f/>S, - 

2 

Si(OEt) -ZnClSs -ZnBrSs -ZnlS, -MgCl^, -MgBr^Xii-Mgl 
-jt££(XII) 

Wk3] 



(5£1\ jffrtifiaftDK^ ^S?iJ!SH\ 3?Mi\ -B(OH) -B(OMe) — B 

2 2 

(OEt) S^-To )-C^$^^-i/7w , >^i?r^ -y>T)vm<DW&kM 

2 



[0014] icfcfttf , a*^fcjfc^T^fcttttSr^5W*^*l»IS^I, «f K: 
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[0015] ^:|§BJ©-fy^i/y^^#:^^#:^-^(I)(DS«{^V>-C, #g&SK 
*3tt5r/NP.u r(C ~C )T/V=3r/VJ, r(c ~C )T/^^J> r(c ~C )7/Hr= 

16 16 2 6 

r(c ~c )T/^=/HX«r^^j^{i^T<o#* ; l:^-ro 

2 6 

16 

s¥A*i3*U W%.t£, a^/K n-^ntVK i-^ntVK n-^/K i-^ 
s-^/K t-^/V, n-^^VK n-^3^>/V^^ptf e>tt5„ l"C -C 

3 7 

yW/K 'stnzf^/v, i/?w<-y*$-;v, *s?xi^*c*s;v s */9v*<f t f'A<S$1&£\f 

btiz> 0 r(c ~c )7/v=«3rf jtte, ■ 2 e©T7V^yviJ{4d5_h|Er(c ~c )T/^H 

16 16 

•C*)ST/V3^>Sr*U 09*-fc£ ^h*^ ^ntf*^ -fy^HF- 

2 6 

2 6 

-ytrt 0 ^/K l-^-/K 3-y^~/K 2-^y^~/K 3-^ 

2 6 3 7 

1 6 

/V, 2, 2, 2-hU:7/M-P^fVK 7/^n^$//l^§t^#JfbtU5o 

[0016] mmm tit, mmm*. mnm*Rxf&*m*i>^mR£ftzi&±<o^v 
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V hWy, hVT^y, yy>, "rhytVWy>. tt7=y s yb 

tKn^-fc°7^ **WVy, 4y**W-/K ^y^/vy, * 

ry*yy, ^t^tV-/k m?7yy> % -y^v-zk 4$3fW>, hVry*-/K h 

[0017] -^mm(o-^(i)x^ti^^y^^/]}ymmm^m^x, w^mmmi-. m 

MM*, -so-, xtt-so -x-bzm&s&kLXffrlz^ttic ~c )ta^a^ 

2 16 
16 3 7 

<W@&£frfcg&(C ~C )^n7M;H, (C )T/Hr~/v&, ZlcXVW 

3 7 2 6 

&£tufcg&(C ~C )7/Hr-,^ (C ~C )T/V^-/VS, ZtCJ^g&^tLTc 

2 6 2 6 

g&(c ~c )T/v^-/vS, y^=.;v^ zizxmm&titcm&y 

2 6 

mmxizziz.£<9m&£tLtcn$M%n&xhz> 0 w^-n(r 3 ) - (R^MiEi^ 

1 6 

$tbfcg&(C ~C ) 7/V^r/Vij/V^;V^ (C ~C ) 7 A****siJ /vR—fr^ Z 

16 16 

iCWg&^ftfcglktC ~C )7fr=i3ci/J);V$~;V^ (C ~C )Ty^/W^^ 

16 16 

;v$-j\<^ Z££9gt&$tbfcg&(C ~C )7/v*;v=f-*Jj;vi$-jv^ ^<yy*4 

1 6 

tzm&&mm%^~^&. ^/(c ~c ) 7/v^7^^^=-^m, zicxvm 

1 6 

&£ftfcg&^y (c ~c )T/v^T^y^^/us. 1^— xtegiteoXb^^ 

1 6 

i?(C ~C )7;v*;\'7^;ij;vi$=.;vm^ ZK^W^fitzM-XYim^XhA 

1 6 

v^g&v^c ~c ) r^/vrs.yjj/v^/v^ y^jv7^/io;v^=.;vm. z\zx 

1 6 

«?g^tb7cg^^-/VT^y^/v^^/vS, ItPjfgtT^/;^^-/^ ZKWg 

^tvfcgM^^T^y^^fc^, (C ~C )T/V^r/WV*-/V^,ZtC±f9 

1 6 

g^$tlfcg^(C ~C ) T^/l^/l-*-/^ ^—/l^VP*-/!^ Z{C«t<9g 

1 6 

1 6 

1 6 

*>&v^(c ~c )Ty^/vT5/^/jN-/^,z^J;t)g^$tb/cl^--3?.ttM^o 

1 6 
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1 6 

XttZtCj:!3S^^cS^7ic^r5/^*^/VST^5o W^-C(R 4 ) (R 5 ) 
- (R 4 S:t>TR 5 «|fffa(^[RlCo R 1 k\,XfttL<fe^u?yW^ (C ~ 

6 16 

1 6 

-So A\ A 2 &0A 3 £LT&£lXte^fif C-HXH:C-Y-Cfc5o XbLX&t. 

16 

[0018] YtLT&£L<fi/NP^VMi\ *>7V£, ~hnX. (C ~C )7>v*A>2k^ ZfciD 

1 6 

16 16 1 

C )7As=**?i/&s (C ~C ) T^TU*/^^** Zf£j;»)g&£;txfc(C ~C )T 

6 16 16 

A<3i-A'WfczA'&> (C ~C )7/V*;VjvV$^/V^ Ziz£V)^&£tLtcW.&(C 

16 1 
6 16 

1 6 

1 6 

1 6 

1 6 
1 6 

Tt>&l^?(C ~C )T/^/^/^^/VT5yS,Z{Cii9W^tbfc|^-Xtt^ 

1 6 

1 6 

[0019] (i) -e^ti^y^u-^y ymmfto&hvxit, m*.wsat&. 

mm* musL. iiiifcmi, mem. 7-r/^sm, vwvn, 

tiE&£« i-hD*rJ*(*>. •toWMOry, 'XMrtMirs^ WJ-^Ty^^f?J>m 
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[0020] *mA<D-f&&(l)^M£tl&'(y*^/})ymMfcfcs B^£§i^05/085216 

Mfc5] 



(XL 

\ 




NOH (Y)n NOH (Y)n ^ R V°" N (Y)n 

hVa° ^na.VA 3 (IV) *** tr^V/f 
a vV a vV r1 " a vV 1 

Co (no (i) 

(sS^ R\ R 2 , A\ A 2 , A 3 , X, Y % W, m, ,£.tfntefff|E^IXU ham^vtfy 

[0021] SP*,, -jR5£ (II) T^$tl§T/vK^rv'Am^«tt^»U ? ^cD^fcTX^ 

^Nn^b^^ffiv^>n^br5^Jci?)-jK:^(III)^$H«tK 
p^f-A&^^f KfgiU KtKo^f- Afift/N^ KISt-jR^ (IV) T^ti^W 

* 

[0022] [1-1] ~j&5£(II)-> -^(III) 

5vV^— 7VK 1, 2-i ^Mri/3^r^ i, X 
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[0023] ^Emxmmx^mmtLXit, m^-i^mt-rw^or/^v^mTkm 

^l*y^f©7;^y^sM;iiti;fy^y, dbu(i, 

[0024] ffi^5-Cffiffl■T?t5/^^^y'^b^J^LT«f!lx.^^N-^^^r 3 /^^^^K\ N-^n 

[0025] R^umt-5ox:^mmi-^m^m(D^M,^m.mxm±n^-f^c & 

V^s, ^~48^F B ^$5HT^o KJ»7iL -^(III)T^$tt5tKn^f-i. 

(III)^*$ti^fcKn^is^N^K«^^^^^^^^^^^;-f[c^(D 
[0026] [1-2] —$£5$(m)^ -$£5£(l) 

i?y , i??vv^yi£ym<D^vsfy4[:%&m$<l\:fcMm. ; T-feh>, ^/v^/v^r 
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T^s itxsf-A'X-^" r/K ^/^t-^/^—y-zK 1, 2-$^HHoc^y, 1, 4 

- *j**v>*i<DmRx \tm^-^m ; r±h^hv^m<D^hv^m ;n, n- 

7K^^hy>i=s> ^^^y^A^or/^y^jss^^jify^ n, n-^ 

^;VT=y>-,4-(^^;VT^)t 0 y^y, DBU(1, 8-^T1flf^n[5. 4. 0]^ 

[0028] ^?^tt-50t:~ffifflt-5^^»ffl^»^«©ttBB-«l:ff ^tf i<, 0 , 

[0029] RjfcfcTgK «PJ^-^(i)^$^-ry^f-i/y^^^^||-r^(c{i 

<5o 
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[0030] -jRWfctt, ^J^«-^(II)-C^$tl5T^K^A®ia#^btl~2^ 



5£ (III) T«$ti^tKn^ AK/N9^1BSr*l«l1-5^*< ,1-2S Stf>-JR5£ (I 

[0031] #3PJ3<oMWb^T*fc5-^ 

^(lV)-CS^^^-^^^M^«ffl^F?i^05/085216^'?^V^h(C 
[0032] jR3lb^5fe2. 

*%m<D-^{i)^mzti5jy*^/vymMftv>?hs w^-n(r 3 ) - (^f 
N R 3 «tffiE{ciiic 0 ) -?^fiz>\k&m (1 - 2) (1 - 3) 0yx.«TiE^^^-r 

Wk6] 



(V-1) 



R - -°~N (Y)n R6-% a | R? P- 

^ (V-2) 




A 1 NH 2 «S 



(1-1) 



1 



hal — R 



(VI) 



( I-2) 





(I-3) 



(5£"K R\ R 2 , A\ A 2 , A 3 , X, Y, m, n&t^alfiftjfBtClRllXU Q&#/Vfc/V 
^Xfi^/V*-^S^L.R 6 f*(C ~C )T/V^S, ^d(C ~C )T/l^r/>S, 

16 16- 

(C ~C )T/V^^r^Sx /M3(C ~C )T/V3^rv^S, 7 *—A'&JLtiiW&7 ^--A* 

16 16 

S&^1~o ) 
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[0033] -jfta; (i - 1) -?$t£tizT&mB#k-i6&: (v- 1) xft (v- 2) xmztizwt 

-jRSS (I - 3) V&ZiriZT^m#&WtrZZ.}:ifi'Z%Z. 
[0034] [2-1] -^(1-2) 

i^^/Vrr— 7VK ^/Wt-^/Kt— 7VK 1, 1, 4 

-^^^O^X^S^-X/V^jT-feh^hy/l^^hy/VjgjN, N- 

* 

[0035] *KJtS"t?ffiffi^t5ifiSi:Lr«, *#fb!WA, TkP^b^hy^ * 

*^b^;^^hy^A, ^^y^A^<DT^y^s^^;^^7km^hy^A 

-(i^^T$/)fc'y^>\DBU(l, 8-^Tiftf^n[5. 4. 0]^>-x^-7- 

ffl fir*— jR* (i - 1) xmztizT^ym^foizttLx^/^i&m^ommx 
[0036] ^ms«-5ot:~ffifflt-5^^^jK©»^©l6ffl^i:fT^W!«J:<, » 
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) xmztizT^ymmfc&xf-i&n cv - d xt* (v-2) -c&stisife&zM^L 
t&x%%> 0 

[0037] [2-2] -^(1-2)-^ -jt£5£(l-3) 

[0038] ^PjoM^b^-e^-^Ci-i)^^^^^^^^^!!^ 

X$Z> 0 

[0039] m&nm. 

imw (D-m& (i) -e^^^^y^ f-^y ym$Hfc<n?h. w# - so - x» - s 

2 




(it* % r\ r 2 , a\ a 2 , a 3 , x, y, mS.7jnfittfia(cnn:<u rmx\t2^-r 0 ) 

[0040] -j&:£(I-4) T^$^^/>^K^^#:^^b^J^^^ffi«^0#^TX« 

TK£JS£-£5-£K: i0— jR^: (I- 5) X*m£tiZ>x»**i'\m^fcXltx 

[0041] *Rfox&mx%ttfe\mmkvx\*, Rfczmvwmu&^vxhtiim 
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mfz>z.ttfx%z 0 *&fo\t.m^fcfcxhz><Dx-®i£: (i -4) xm&tizw? 
m$(ommxhz>o 

btfX%Z> 0 

[oo43] mm^m. 

^mm<D-^ a) xm£tizjy*^/vyffimftooh. w^n=c (r 7 ) nrV 

s zjn\z.mfe£ii%h<DX*ti.ti:\\ 



(5*#U R\ R 2 , r\ r\ R\ A\ A\ A\ X, hal % m^.rjn^BtJ|B{-lRlC<L, R 1 





d-1) 




1 3 
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(i - i)-e$i$tiz>T5>mmfcb-iiB&. (vio xmznz^h^x^mt 

jRS; (VIII) ■C^$^T$>IS^iS^*5ri: fc£<0-m5£ (I - 6) W 
-^(1- 1) -C^$ti§T^fl^i:-^(Vll- 1) -e^Sti^S&'^y 

-fi/c.TOtt W * -e-jRS: (viii) xmztiz>T^>Mk ^t5:i «9 -is 

5£ (i - 6) xmf^^%mit^^m&'r^ 

[0044] [4-1] -^(1-1)^ -j«(IX) 

Lx^.m-r^t7!)m^\ 

;i<5ifc.xhz><Dx-Mtjs: d - i ) xmzhz>T*>mmfck-m^ (vio xmznz* 

^^(m-e^^^^x-^^^^^gll-^^^^^-et^o ^^(^c-c^e 
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[0045] [4-2] -jH5S(IX)-> -$5£(l-6) 

X) (VIII) -C^SHST^VlHSr^A^ffi-fH 

[4-3] -jR*(I-l)-> -^(1-7) 

*K*£tt[2-i]fc|Sl«k:ff*.tfAv\ 
[4-4] -jRS:(i-7)-» -«s*;(ix-i) 

itv>. smtvy. 3JMb!;y, smby^ *ftft=/i/, JWb^^^MRrWs 

(i - 7) T^snsr^KfigjcfriJijtL-cs *~5S m<D$mxm±mm^x^.mi- 
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[4-5] -jRS:(lX-l)-> -^(1-6) 

*SJ£tt[2-i]i:[^flH!:ff*.tf&v\ 

[0046] fiiit^fe5. 

^H^o-^(i)-e^$iv5^y^r^y^##:co5*)x w^n=c(s 10 ) -e^ 
Wb9] 



Wm R 2 V/ 0. N ^ n R io ha| POn, R?, 0. N (y)n 

CS2 (vi-i) f t^-St/a* 




A 3 '1 y SRlD 

( I-8 ) 



(st*. R 2 . R 10 . A\ A 2 , A 3 , X, Y, haU m&tfnteBuiB^PC 0 ) 

fc< -jRsfc (VI - 1) xm£tiZ>'^^t®bfc!&£ltZZ.k {z iU-jK* (1 - 8) -e 
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yy. it^/te—T/K ^M.-^fV^.— 7VK 1, 1, 4 

- mtyf©i^X(iI^- r/HIS ; Tir h=+y/i4§£©~hy/HGI ; N, N- 

[0047] *SJSt?ffiffi-C?t5ifiSi:UTH:, 7k®tfb^y^ 7kmib#VVJ**$<D 

^VW^yy, 4-(v ? ^/VT$/)t°y^ % DBU(1, 8-^TiFbf^i3[5. 4. 0]? 

[0048] ^ffl«K0t:-^r5^^»j^*^©ttBi^l^Tx.tfJ:<, 

- 1) ^snsr^^ii^, -tt^suxtf (vi- 1) •emztiz^vffi'imz 

[0049] »3i#8c6. 

2 

Wfcio] 
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R? 




(X)m R? p^ 



MeSNa 



A V^SMe 




(1-9) 



(l-4a) 



A 3 jL 

v A 1 ^*S<0)Me 

(l-5a) 



Pummener&JCfc 



R?P-N (Y)n Rha ' 

A 3 JL 

( 1-10) 




R* P~ 




A *A , ^S' Rl 



(1-4) 



HNR 1J R 13 

W m P- n ^ (VI 1 1-1) 

I, 




(X) 



(Ml) 



(jS*. R\ R\ A\ A\ a\ X, Y, haU m&tfniiittife^lXU R 12 ,K.tFR 12 }i 
IH— X«M^o-Ob^<, tK^MT-^ (C ~C )T/V^SXSiZ(Z{tMfEtC|^C 0 

1 6 

1 6 

-jR5£(I- 9) «*H57y*ft^fcy^^^^l^Kfc*^f^»^ 

u ^^-/^^fr^*nuxitmiii-5rt^<-^ (vi) x*mtiz^v?y 

-jftS; (i- io) ^*$H5^^A«#^/Nn^k*ji^s:$«rr-jtt 
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[0050] [6-l]-jRS:(l-9)-» -$5£(l-4a) 

jv^—y-jv, ^/vt-7?-/v^—T/K i, 2-P^h^y^y. l, 4-i^t^y 

o 

<fi^m~80 t coi5is-e^ o sierra »R*s©^e&tj«sje?aAij:±or—s 

[0051] [6-2]— J&5£(l-4a)-> — J&5£(l-5a) 

[0052] [6-3]— jftS; (I- 5a) -» — ^(1-10) 

ftdCifc(0!lxJf , Chem. Ber. , 43, p. 1401 (1910) > Org. React. , 40, p. 157 
(1991) XtiJ. Am. chem. Soc. , 106, p. 4186 (1984) ^&#J$ 0 )&M<Djjfe 

[0053] [6-4]— jR5£(l-10)-» —^(1-4) 

*SiStt[2-l]i:IPI|Rfcff*.tfav\ 
[0054] [6-5]— JRS: (I -10)-» — JftaSOO 
*KlSW:[l-l]^n*H:tf*.riAv\ 
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[0055] [6-6]— jRS:(X)-» — ^(1-11) 

[0056] *>wmm*m. 

m (iv- 1) tiunm^-r^n^xm^t^t^'c^o 

Wkii] 




1 4 

& />n(C ~C )7^^=A^|;, -B(OH) g % -B(OMe) - 

14 2 2 

B(OEt) Sx4, 4, 5, b-TYy^/V-l, 3, 2— ^^«7^-2-^/VS, - 

2 

Si(OEt) -ZnClS, -ZnBr^ % -Znlg.-MgClg, -MgBr^Xte-Mgl 

3 

i^©«S^tJ 2 ftIiH^, Hf?fjJfH\ 3?iiy§H\ -B(OH) S % -B( 

2 

OMe) -B(OEt) &*g<DWm&Z&ir 0 ) 

2 2 

-jK(XI)-C^£ti53, 5 -If* (M^l^n^/V) -O-ifV^ft t-j&zt (X 
II) -C^$tU5^-W7-f >tgtSr, /"WfrA, ~vfr/i^<Dm®&mt&t&<D : &tETs IB 

#&J&te^&:£iifc(#l;Lkf, *B#fF2909509^#, J. Org. Chem. , 24, p 
. 238~239 (1959), Chem. Rev. , 95, p. 2457(l995)XltBull. Chem. So 
c. Jpn. , 49, p. 1958 (1976) ^£#J§ 0 )1&R<D%ffiz&ZXWtr5Z.b&-V% 
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hVt-y^ftxyjy, YV-y^^iy^y.y^y, ^)y^;v^y^y^ hVo-h 
V/ufcxy^y, l, 2-\?xi?-7^=-/i''fcx7j;^?>. 1, z-}f^y^/v^y^ 

y^j^^uy^r^y^8-^y^/T^m<D^mmM^^mf^t^x^ 

i>K ^tibfcmfe£ti%h<DXfeto\ U&l-<Dfcmm^<y*y''}l*3L\$~y>r;\^& 

ykmi-hv}^ fcM*m*w&m<DT/v$y£mmmmt°yi/y^ n, n-^ 

f-ATsJJls* 4- &^/VT^;)&)*yy^ DBUd, 8-^T1ft:^P[5. 4. 0]!> 

^/K^/i^y, *^;vs(yy*^;v&yy^(D^YyM-,'?vxi-fc;v^ z/?vm*?y 

mo^ti^yim^7k^m;7^;m^^-/K mk^^o^y/vm-^m.. m 

h])yfr*vffim.^<DfcmB.m;T±h~hVsK N, N-iW/V*/KkT5H\ N- 

^/ut°uwy^<Dmm&mm%mfzz.tfrX'$, ^ti(b<D^m&mmi*m&x 
f£&mm<DB&®<Dffimxm'&.ffz-\t£<. & £L<teg?a~8o < c©fsig-e&5„ 

[0057] -«(d xm£ti%4y*^/yynm&oftmmmk&®&mim7smm8m 

D 
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-Jtt^nSr, rMejH^^3K:, rEtJ tt^f-^SS:, rprjtt^ulf/kS^ Tph 
j rpyj fSbf U^aeSr^-t*. 

[0058] 



-JR* (1-1 2) 




(1-12) 



£l£ (R 2 = CF 3 ) 



NO. 


v 


D' 

K 


K 


Yn 




1—1 


*5 K— PI 
O,0— Ol2 


u 
n 


pc 


n 




1—9 


*5 R— PI 


u 
n 


pc r*r\ 


pi 

O Ul 


1 R1— 1 R9 

1 0 1 1 00 


1 O 


1 R— PI 


u 
M 


PC PP 


9. K— PI 

o,0 0I2 


oy— 0 1 


1— A 


0 r— pi 


u 
n 


PC PC PP 


U 

n 


ina— 1 1 1 

IU5T"J 1 1 


1 O 


9. R— PI 


Ma 

ivie 


PC PP 


u 
n 


1 R9QA/1 Q ft^ 


1— ft 


1 R— PI 


n 


fppi pij r\\ prv 


U 
M 


1 R1— 1 R9 
ID I I 00 


1-7 


3,5-012 


H 


MeCO 


H 


237-239 


1-8 


3,5-C1 2 


Me 


MeOO 


H 


135-140 


1-9 


3.5-CI2 


H 


c-PrCO 


H 


117-119 


1-10 


3,5-CI 2 


Me 


c-PrCO 


H 


52-60 


1-11 


3,5-CI 2 


H 


PhCO 


H 


188-195 


1-12 


3,5-C! 2 


Me 


PhCO 


H 


1.3220(20.4) 


1-13 


3,5-CI 2 


H 


PhCH 2 CO 


H 


211-214 


1-14 


3,5-Cl 2 


H 


2-PyCO 


H 


184-186 


1-15 


3,5-CI 2 


Me 


PhCH 2 CO 


H 


1.5751(22.5) 


1-16 


3,5-CI 2 


Me 


2-PyCO 


H 


1.5802(22.5) 


1-17 


3,5-CI 2 


CH 2 CHCH 2 


c-PrCO 


H 


1.5291(25.5) 


1-18 


3.5-CI2 


MeOCO 


c-PrCO 


H 


61-65 


1-19 


3,5-0(2 


c-PrCO 


c-PrCO 


H 


1 .4080(24.7) 


1-20 


3,5-CI 2 


PhCO 


c-PrCO 


H 


1.3439(25.7) 


1-21 


3,5-0l 2 


H 


c-PrCO 


3-Me 


64-70 


1-22 


3,5-CI 2 


Me 


c-PrCO 


3-Me 


1.5431(27.5) 


1-23 


3,5-Cl 2 


H 


CF3CO 


3-Me 


1 .5240(25.0) 


1-24 


3 ( 5-C! 2 


c-PrCO 


c-PrCO 


3.5-Br 2 


1 .5796(26.6) 


1-25 


3,5-012 


H 


c-PrCO 


3-Br 


1 .5765(27.7) 


1-26 


3,5-CI 2 


c-PrOO 


c-PrCO 


3-Br 


1.5620(27.1) 


1-27 


3,5-CI 2 


Me 


CF3CO 


3-Me 


1.5299(27.1) 
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mim (at) 



No. 


X 


R 1 


R 3 


Yn 
in 


TyJ ixils. 


1-28 


3 5-CL 


H 


H 


3 S-Rr 
o,u or 2 


1 fi 109(97 *ft 


1-29 


3 5-CL 


H 


c-PrCO 


3-Ph 
0 in 


1 5185128 ?\ 


1-30 


3 5-CL 


Me 


r—PrCIO 


3-Ph 


ft1-ft5 

0 1 OnJ 


1-31 


3 5-CL 

0|\/ wi 2 


H 


MaOOI-LOO 
1 vi t? \j 0 n 2 \j v/ 


n 




1-39 


3 5-CL 

O f vF ^" 2 


u 

n 




u 
n 


I .OOOcKl IX)) 


1-33 


3 5-CL 


H 


Ma^pi-lpo 


n 


1 49—1 Ad 


i 1-34 


3 5-ni 


u 

n 


M 0 0f\ pu OA 

1 vi e n 


n 


ZUD ZUO 


1-3*5 


3 5— ni 


u 
n 


MaQopi-i rn 


u 
n 


#0 oO 


1-^fi 




u 
n 


u 
n 


o_M*n 
0 ivieu 


10a— 14U 


1-37 




H 


c-PrCO 


3-MaO 

O (VI W 


170— Iftl 


1-38 


3 5-CL 


Ma 




0 iviev/ 


1 KA0l\(0*> t\\ 
\ .\>H£Q\£.D,\)/ 




3 5-CL 


u 
n 


f»— PrPQ 


u 

H t 


1 RQ4^9fi 9"^ 




3 5-CI 


n 


PC 


9— Man 

0 ivieu 




1-41 


3 5-CL 


Me 


CF„CO 


3— MaO 




1-42 


3 5-Of 

0,vl Wl 2 


U 

n 


C rrvv 


1— PM 
0 


1 7R— no 

1 / 0 1 19 


1—4.1 


1 5— P.I 

0,U OI 2 


u 
n 




u 
n 


10/ loy 


1-44 


0,U 


u 
n 


MoOPH PO 


0 ivie 


I D I I DO 


1-45 


3 5-CL 


H 

n 


MaOCM CO 


O vflfiKJ 


1ft 4— 1 ftfi 


1-46 


3 5-CL 

0|\/ w 12 


u 

n 


MaOOH-OO 


3-Rr 
0 or 


1 4ft- 1 RI 
1 HO 1 v 1 


1-47 


3 5-CL 


Me 


MeOCH CO 


u 

n 


1 5fi41f95f0 


1-48 


3 5-CL 


IV It? 


MaOCH CO 
■vi w on 2 w v/ 


3— Ma 
0 1 vie 


1 51*59(9*; fi^ 


1-49 


35-CL 


Me 


MeOChLCO 


3-MaO 


1 5339f25fi^ 


1-50 


3 5-CL 


Me 


MeOChLCO 


3-Rr 


1 54ftOC25 fi'i 


1-51 


3 5-CL 


u 

n 


2-PvCH-CO 


H 

n 


1 ft7-1 Q9 

IOf 1 «7£ 


1-52 


3,5-CI 2 


H 


3-PyCH 2 CO 


H 


218-220 


1-53 


3,5-CI 2 


H 


2-PyCH 2 CO 


3-Me 


147-150 


1-54 


3,5-CI 2 


H 


3-PyCH 2 CO 


3-Me 


159-162 


1-55 


3 ( 5-CI 2 


H 


2-PyCH 2 CO 


3-MeO 


86-92 


1-56 


3,5-CI 2 


H 


3-PyCH 2 CO 


3-MeO 


141-145 


1-57 


3,5-CI 2 


H 


TriazolylCH 2 CO 


H 


1 .5744(27.0) 


1-58 


3,5-CI 2 


H 


4-PySCO 


H 


172-174 


1-59 


3,5-CI 2 


H 


4-PySCH 2 CO 


3-Me 


68-74 


1-60 


3,5-Cla 


H 


4-PySCH 2 CO 


3-MeO 


1.5802(27.5) 


1-61 


3,5-CI 2 




4-PyCO 


H 


1 .5468(25.7) 
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No. 


X 


R 1 


R 3 


Yn 




1-62 


3.5-Cl 2 


Me 


1-TriazolylCH 2 CO 


H 


1.5699(25.7) 


1-63 


3,5-CI 2 


H 


3-PyCO 


H 


168-170 


1-64 


3,5-CI 2 


Me 


CICH 2 CO 


H 


1.5581(25.7) 


1-65 


3,5-CI 2 


Me 


H 


H 


119-121 


1-66 


3,5-CI 2 


Me 


2-PyCH 2 CO 


H 


1 .5703(27.2) 


1-67 


3,5-CI 2 


Me 


3-PyCH 2 CO 


H 


1.5801(27.2) 


1-68 


3,5-CI 2 


Me 


4-PyCH 2 CO 


H 


1.5809(27.2) 


1-69 


3,5-CI 2 


Me 


Me 


H 


1.5718(26.8) 


1-70 


3 P 5-CI 2 


H 


CHO 


H 


209-213 


1-71 


3,5-CI 2 


Me 


CHO 


H 


135-138 


1-72 


3,5-CI 2 


H 


MeNHCS 


H 


1.5792(26.8) 


1-73 


3,5-CI 2 


H 


H 


CI 


153-155 


1-74 


3,5-C! 2 


H 


2-PySCH 2 CO 


H 


1.5739(24.6) 


1-75 


3,5-CI 2 


H 


CHS 


H 


1 .5568(24.6) 


1-76 


3,5-CI 2 


Me 


CN 


H 


180-181 


1-77 


3,5-CI 2 


HCO 


MeCO 


H 


1.5230(25.2) 


1-78 


3,5-CI 2 


H 


M^NC^CO 


H 


173-176 


1-79 


3,5-CI 2 


H 


MorpholinoCH 2 CO 


H 


165-167 


1-80 


3.5-CI 2 


H 


PhMeNCH 2 CO 


H 


181-185 


1-81 


3,5— (CF a ) 2 


H 


MeOCH 2 CO 


H 


1 27-1 28 


1-82 


3,5-(CF 3 ) 2 


H 


c-PrCO 


H 


1.4145(24.7) 


1-83 


3,5-(CF3) 2 


H 


2-PyCO 


H 


159-162 


1-84 


3,5-<CF 3 ) 2 


H 


3-PyCO 


H 


203-207 


1-85 


3 f 5-(CF3) 2 


H 


CHO 


H 


176-178 


1-86 


3,5-(CF3) 2 


H 


H 


H 


1.4416(20.7) 


1-87 


3,5-(CF3) 2 


Me 


CHO 


H 


145-146 


1-88 


3 t 5-C! 2 


H 


CHO 


3-CN 


191-193 


1-89 




H 


MeCO 


H 


1.4769(20.7) 


1-90 


3,5-(CF3) 2 


Me 


MeCO 


H 


1.4961(20.3) 


1-91 


3,5-(CF 3 ) 2 


H 


MeCS 


H 


1.5427(21.6) 


1-92 


3,5-CI 2 


H 


MeS0 2 


H 


1.5514(20.6) 


1-93 


3 t 5-CI 2 


H 


PhS0 2 


H 


68-74 


1-94 


3,5-C] 2 


Me 


MeS0 2 


H 


137-139 


1-95 


3,5HDI 2 


Me 


PhS0 2 


H 


1.4425(23.2) 
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No. 


X 


R 1 




Yn 


Steffi 


1-96 


3,5-CI 2 


H 


Me 2 NS0 2 


H 


1.3245(20.6) 


1-97 


3,5-Cli 


Me 


Me 2 NS0 2 


H 


1.3296(22.6) 


1-98 


3,5-CI 2 


H 


CF 3 S0 2 


H 


1.3215(25.5) 


1-99 


3,5-Clj 


Me 


CF 3 S0 2 


H 


176-179 


1-100 


3,5-CI 2 


— 


Me 2 NCH= 


H 


131-136 


1-101 


3,5-CI 2 


— 


Me 2 NCH= 


3-Me 


1.6000(25.7) 


1-102 


3,5-Cls 


— 


Me 2 NCH= 


3-MeO 


1.5269(245) 


1-103 


3 t 5-C! 2 


- 


Me 2 N(Me)C= 


H 


1.5928(27.2) 


1-104 


3.5-C! 2 


— 


Me 2 N(Me)C= 


3-Me 


1.5030(27.5) 


1-105 


3,5-CI 2 


- 


Me 2 N(Me)C= 


3-MeO 


1 .5823(27.5) 


1-106 


3,5-C! 2 


— 


Et 2 N(Me)C= 


H 


1.5729(27.5) 


1-107 


3,5-CI 2 


— 


Morpho!fno(Me)C= 


H 


154-158 


1-108 


3,5-CI 2 


— 


EtMeN(Me)C= 


H 


1.5990(28.1) 


1-109 


3,5-CI 2 


— 


Pyrrolidino(Me)C= 


H 


1.5106(28.1) 


1-110 


3,5-0^ 


- 


4-Acety Ipiperazin o(Me) C= 


H 


235-239 


1-111 


3,5-CI 2 


— 


Piperidino(Me)C= 


H 


1.6000(28.1) 


1-112 


3,5-Clg 


— 


Pyrrolidino(c-Pr)C= 


H 


112-117 


1-113 


3.5-CI2 


— 


PhCH 2 (Me)N(c-Pr)C= 


H 


1.6059(28.1) 


1-114 


3,5— Cl 2 


— 


Morpholino(c-Pr)C= 


H 


1.5888(28.1) 


1-115 


3,5— Cl 2 


- 


4-Acetylpiperazino(c-Pr)C= 


H 


1.5919(28.1) 


1-116 


3,5-CI 2 


— 


Et 2 N(MeOCH 2 )C= 


3-Me 


1.5797(28.1) 


1-117 


3,5-CI 2 


- 


Et 2 N(MeOCH 2 )C= 


H 


1.5848(28.1) 


1-118 


3.5-CI 2 


— 


Pyrrolidtno(MeOCH 2 )C= 


H 


1.5945(28.1) 


1-119 


3,5-C! 2 


— 


Morpholino(MeOCH 2 )C= 


H 


1.5917(28.1) 


1-120 


3,5-CI 2 


— 


MorpholinoCH= 


H 


1.5829(28.1) 


1-121 


3,5-Cl 2 




Et2NCH= 


H 


1.5972(28.1) 


1-122 


3 f 5-CI 2 




PyrroIidinoCH= 


H 


15870(28.1) 


1-123 


3,5-Cl, 




Me 2 NCH= 


3-Br 


1.5905(26.3) 


1-124 


3,5-Clj 




PyrrolidinoCH= 


3-Br 


1.6002(26.3) 


1-125 


3,5-CI 2 




MorpholinoCH= 


3-Br 


1.5935(26.3) 


1-126 


3,5-Clj 




PiperidtnoCH^ 


3-Br 


1.6093(26.3) 


1-127 


3,5~CI 2 




MeHNCH= 


H 


143-147 


1-128 


3.5-CI 2 




Me 2 NCH= 


3-CI 


1.6330(27.0) 


1-129 


3,5-Cl 2 




PyrrolidinoCH= 


3-CI 


1.5903(27.0) 



[0062] DSl-5] 
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No. 


X 


R 1 


R 3 


Yn 




1-130 


3,5-CI 2 


- 


MorpholinoCH= 


3-CI 


1.6001(27.0) 


1-131 


3,5-CI 2 


— 


PrperidinoCH= 


3-CI 


1.6037(27.0) 


1-132 


3.5-CI 2 


— 


MeONHCH= 


H 


158-160 


1-133 


3 f 5-CI 2 


— 


PhMeNCH= 


H 


127-129 


1-134 


3,5-CI 2 




PhCH 2 ONHCH= 


H 


1 ,6005(26.0) 


1-135 


3,5-CI 2 


— 


4-EthylpiperazinoCH= 


H 


134-137 


1-136 


3,5-CI 2 


— 


ThiomorphoNnoCH= 


H 


177-180 


1-137 


3,5-CI 2 


— 


4-OxothiomorpholinoCH= 


H 


1.6001(25.9) 


1-138 


3,5-CI 2 


— 


PfperazinoCH^ 


H 


1.5829(25.2) 


1-139 


3.5-CI 2 


— 


4-(PhCO)piperazinoCH= 


H 


1.5641(25.6) 


1-140 


3,5-CI 2 


— 


4-(PhS0 2 )piperazinoCH= 


H 


225-230 


1-141 


3,5-CI 2 


— 


4-(Ph)piperazinoCH= 


H 


1.4906(24.6) 


1-142 


3,5-CI 2 


— 


4-(4-CF 3 -Ph)piperazinoCH= 


H 


184-186 


1-143 


3,5-(CF 3 ) 2 


— 


Me 2 NCH= 


H 


1.5628(22.2) 


1-144 


3,5-(CF 3 ) 2 


— 


MorpholinoCH= 


H 


149-151 


1-145 


3,5-CI 2 


— 


Me 2 NCH= 


3-CN 


1.6032(20.2) 


1-146 


3 r 5-CI 2 


— 


MorpholinoCH= 


3-CN 


95-100 


1-147 


3,5-(CF3) 2 


— 


HC=CCH 2 MeNCH= 


H 


1.5328(20.3) 


1-148 


3 r 5-(CF3) 2 


— 


MeOCH 2 CH 2 MeNCH= 


H 


1.5321(20.3) 


1-149 


3 T 5-(CF3) 2 


— 


NCCH 2 CH 2 MeNCH= 


H 


1.5674(20.3) 


1-150 


3 r 5-(CF3> 2 


— 


2-PyCH 2 CH 2 MeNCH= 


H 


1 .5447(20.3) 


1-151 


3,5-CI 2 


— 


HC = CCH 2 MeNCH= 


H 


1.6077(19.0) 


1-152 


3,5-CI 2 


— 


MeOCH 2 CH 2 MeNCH= 


H 


1.5761(19.0) 


1-153 


3 r 5-CI 2 


— 


NCCH 2 CH 2 MeNCH= 


H 


1.5971(19.0) 


1-154 


3,5-CI 2 




2-PyCH 2 CH 2 MeNCH= 


H 


1.6100(19.0) 


1-155 


3.5-C12 




PhCH= 


H 


128-132 


1-156 


3,5-CI 2 




(MeS) 2 C= 


H 


1 .6234(27.0) 


1-157 


3,5-CI 2 




3-PyCH= 


H 


160-163 


1-158 


3,5-Cl z 




4-PyCH= 


H 


159-162 


1-159 






(MeS) 2 C= 


H 


1 .5474(20.3) 


1-161 


3,5-CI 2 




HC=CCH 2 MeNCH= 


3-CN 


1.5592(20.2) 


1-162 


3,5-CI 2 




NCCH 2 CH 2 MeNCH= 


3-CN 


1 .5629(20.2) 


1-163 


3,5-CI 2 




2-PyCH 2 CH 2 MeNCH= 


3-CN 


1.5941(20.2) 



[0063] [&2-1] 
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-ASS (1-13) 




(1-13) 



S&2£ (R* = CF 3 ) 



No. 


Xm 


Yn 


W 


R 


Steffi 


2-1 


3.5-CI 2 


H 


S0 2 


Me 


180-181 


2-2 


3,5— CI2 


H 


s 


CF 3 


U1-112 


2-3 


3,5-CI 2 


H 


s 


Me 


117-118 


2-4 


3-Cl-5-SMe 


H 


s 


Me 


80-81 


2-5 


3.5-Ct 


H 


so 


Me 


1.5653(23.0) 


2-6 


3-CI-5-S0 2 Me 


H 


so 2 


Me 


NMR 


2-7 


3,5-Cl 2 


H 


so 2 


CF 3 


147-148 


2-8 


3,5— Cl 2 


H 


so 


CF 3 


160-161 


2-9 


3.5-0*2 


3-Br 


s 


Me 


156-157 


2-10 


3,5-01, 


3-Me 


s 


Me 


117-118 


2-11 


3,5— CI, 


3-F 


s 


Me 


126-127 


2-12 


3,5-Clj 


H 


s 


Et 


77-78 


2-13 


3-Ch5^SMe 


3-Me 


s 


Me 


1.6190(23.0) 


2-14 


3,5-01, 
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O-O CF3 


s 


Me 


■ 


ft— XR 

0 40 


Q ft_p| 

o t 0—u l 2 


0— UL»T3 


0 


Me 


* 

: 


ft— Xft 

0 40 


0 ft— PI 

3,0 OI 2 


u 
H 


oO 


Mm 

Me 




C XT 


3 f D-UI 2 


rl 


so 


PC 

CFj 




e x o 
0-4© 


O R 

3,0-CI 2 


1 1 
rl 


SO 


CHF 2 




C x o. 

o-4y 


0 K— pi 
3,0-Ul z 


Li 
n 


OP 

so 


PU PC 




ft— Krt 


O R PI 

3,0-OI 2 


1 n 


OP 

so 


OC AUC 

Ur 2 UHr 2 




O %J 1 




ivie 




Ma 
ivie 




6-52 


3.5-0(2 


3-Me 


SO 


Me 


1 


6-53 


3,5-Ct 


5-Me 


so 


Me 




6-54 


3,5-012 


2-F 


so 


Me 




6-55 


3,5-012 


3-F 


so 


Me 




6-56 


3,5-CI 2 


5-F 


so 


Me 




6-57 


3,5-CI 2 


2-01 


so 


Me 




6-58 


3,5-CI 2 


3-01 


so 


Me 




6-59 


3,5-CI 2 


5-CI 


so 


Me 




6-60 


3,5-CI 2 


2-0Me 


so 


Me 
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mem 



No. 


Xm 


Yn 


W 


R1 


6-61 


3,5-CI 2 


3-OMe 


SO 


Me 


6-62 


3.5-CI* 


5-OMe 


so 


Me 


6-63 


3 t 5-CI 2 


2-CF 3 


so 


Me 


6-64 


3,5-CU 


3-CR 


so 


Me 


6-65 


3,5-CL 


5-CFi 


so 


Me 


6-66 


3.5-CI* 


2-OCF, 


so 


Me 


6-67 


3,5-CU 


3-OCF* 


so 


Me 


6-68 


3.5-CI, 


5-OCF, 


so 


Me 


6-69 


3,5-CU 


H 


so* 

v# v^ 2 


Me 

me 


6-70 


35-CU 


H 


so* 


CF« 

wr 3 


6-71 


3,5-CU 


H 


SO* 


CHF* 

vi irj 


6-72 


3,5-CU 


H 


so, 


CH,CF* 


6-73 


35-CU 


H 


so* 


CF*CHF* 


6-74 


3,5-CU 


2-Me 


SO* 


Me 

1 VI w 


6-76 


35-CU 


3-Me 


SO* 


Me 

1 VIC 


6-77 


3,5-CU 


5-Me 


SO* 


Me 


6-78 


3.5-CI, 


2-F 


so* 


Me 


6-79 


3.5-CI 2 


3-F 


so, 


Me 


6-80 


3,5-CU 


5-F 


so, 


Me 


6-81 


3,5-CU 


2-CI 


so, 


Me 


6-82 


3,5-CU 


3-CI 


so, 


Me 


6-83 


35-cu 


5- C| 


SO- 


ivic 


6-84 


3,5-CI 2 


2-OMe 


so 2 


Me 


6-85 


3,5-CI 2 


3-OMe 


so 2 


Me 


6-86 


3,5-Clj 


5-OMe 


so 2 


Me 


6-87 


3,5-CI* 


2-CF 8 


so 2 


Me 


6-88 


3,5-Cla 


3-CF 3 


so 2 


Me 


6-89 


3,5-CI 2 


5-CF 3 


so 2 


Me 


6-90 


3,5-CI 2 


2-OCF 3 


so 2 


Me 


6-91 


3,5-0, 


3-0 CF 3 


so 2 


Me 


6-92 


3,5-C^ 


5-OCF 3 


so 2 


Me 



[0074] [^7] 
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(1-15) 

6 6%^w' R 



Si7g? (R 2 = CF 8 ) 



No. 


Xm 


Yn 


W-R 1 




7-1 


3,5-CI 2 

* * 


H 


CF 3 




7-2 


3,5-CU 


2-Me 


CF 3 




7-3 


3.5-CI 2 


3-Me 


CF 3 

• 




7-4 


3,5-CU 


6-Me 


CF 3 




7-5 


3,5-CI 2 


2-F 


CF, 




7-6 


3,5-CI 2 


3-F 


CF, 




7-7 


3.5-CI 2 


5-F 


CF, 




7-8 


3.5-CI 2 


2-C1 


CF, 




7-9 


3,5-CI 2 


3-CI 


CF, 




7-10 


3,5-C1 2 


6-CI 


CF, 




7-11 


3.5-CI 2 


2-OMe 


CF, 




7-12 


3 r 5-CI 2 


3-OMe 


CF, 




7-13 


3.5-C12 


6-OMe 


CF, 




7-14 


3,5-Clz 


2-CF 3 


CF, 




7-15 


3.5-CI, 


3-CF 3 


CF, 




7-16 


3.5-Ck 


6-CF 3 


CF, 




7-17 


3,5-Cfe 


2-OCFa 


CF, 




7-18 


3.5-Ck 


3-OCF3 


CF, 




7-19 


3.5-CI2 


6-OCF 3 


CF, 
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-iftj£ d-15) 

XX Ri (M5) 



(R 2 = CF 3 ) 



No. 


Xm 


Yn 


W 


R' 




8-1 


3.5-Ct 


H 


0 


CF 3 




8-2 


3,5-Clj 


H 


0 


CHF 2 




8-3 


3,5-012 


H 


0 


CH 2 CF 3 


120-121 


8-4 


3.5-C12 


H 


0 


CF 2 CHF 2 


- 


8-5 


3.5-C12 


2-Me 


0 


CF 3 




8-6 


3 t 5-C1 a 


3-Me 


0 


CF 3 




8-7 


3,5-Clj 


6-Me 


0 


CF 3 




8-8 


3.5-CI2 


2-F 


0 


CF 3 




8-9 


3,5-CI 2 


3-F 


0 


CF 3 




8-10 


3.5-CI2 


5-F 


0 


CF 3 




8-11 


3.5-CI2 


2-CI 


0 


CF 3 




8-12 


3.5-CI2 


3-CI 


0 


CF 3 




8-13 


3,5-0(2 


6-Cl 


0 


CF 3 




8-14 


3,5-012 


2-OMe 


0 


CF 3 




8-15 


3,5-Cl 2 


3-0Me 


0 


CF 3 




8-16 


3,5-CI 2 


6-OMe 


0 


CF 3 




8-17 


3,5-CI 2 


2-0 F a 


0 


CF 3 




8-18 


3,5-CI 2 


3-CF 3 


0 


CF 3 




8-19 


3,5-CI 2 


6-CF 3 


0 


CF 3 




8-20 


3,5-CI 2 


2-OCF 3 


0 


CF 3 




8-21 


3,5-CI 2 


3-OOF3 


0 


CF 3 




8-22 


3,5-CI, 


6-OCF3 


0 


CF 3 




8-23 


3.5-CI 2 


H 


s 


Me 


109-110 


8-24 


3,5-CI 2 


H 


s 


CF 3 




8-25 


3 f 5-CI 2 


H 


s 


CHF 2 




8-26 


3.5K3I 2 


H 


s 


CH 2 CF 3 




8-27 


3,5-CI 2 


H 


s 


CF2CHF2 


• 



[0076] [^8-2] 
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SSss (£») 



No. 


Xm 


Yn 


W 


R 




8-28 


3,5-CI 2 


2-Me 


S 


Me 




8-29 


3,5-CI 2 


3-Me 


s 


Me 




8-30 


3,5-CI 2 


6-Me 


s 


Me 




8-31 


3,5-CI 2 


2-F 


s 


Me 




8-32 


3,5-Clj 


3-F 


s 


Me 




8-33 


3,5-CI 2 


5-F 


s 


Me 




8-34 


3,5-CI 2 


2-CI 


s 


Me 




8-35 


3,5-CI 2 


3-CI 


s 


Me 




8-36 


3.5-CI 2 


5-Ci 


s 


Me 




8-37 


3,5-CI 2 


2-0Me 


s 


Me 




8-38 


3.5-CI 2 


3-0Me 


s 


Me 




8-39 


3,5-CI 2 


5-OMe 


s 


Me 




8-40 


3,5-CI 2 


2-CF 3 


s 


Me 




8-41 


3,5-CI 2 


3-CF3 


s 


Me 




8-42 


3,5-CI 2 


5-CF3 


s 


Me 




8-43 


3.5-CI 2 


2-OCF3 


s 


Me 




8-44 


3,5-CI 2 


3-OCF3 


s 


Me 




8-45 


3,5-CI 2 


5-OCF3 


s 


Me 




8-46 


3,5-CI 2 


H 


so 


Me 




8-47 


3,5-CI 2 


H 


so 


CF 3 




8-48 


3,5-CI 2 


H 


so 


CHF 2 




8-49 


3.5-C12 


H 


so 


CH 2 CF 3 . 




8-50 


3,5-CI 2 


H 


so 


CF 2 CHF 2 




8-51 


3.5-CI 2 


ft a ■ 

2-Me 


so 


Me 




8-52 


3,5-CI 2 


3-Me 


so 


Me 




8-53 


3,5-CI 2 


5-Me 


so 


Me 




8-54 


3,5-CI 2 


2-F 


so 


Me 




8-55 


3,5-CI 2 


3-F 


so 


Me 




8-56 


3,5-CI 2 


5-F 


so 


Me 




8-57 


3,5-CI 2 


2-CI 


so 


Me 




8-58 


3 f 5-CI 2 


3-CI 


so 


Me 




8-59 


3,5-01, 


5-CI 


so 


Me 




8-60 


3,5-CI 2 


2-OMe 


so 


Me 
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83! 0R$) 



No. 


Xm 


Yn 


W 


R» 




8-61 


3.5-CI2 


3-OMe 


SO 


Me 




8-62 


3 t fr-Cl2 


5-0 Me 


so 


Me 




8-63 


3,5~Cl2 


2-CF 3 


so 


Me 




8-64 


3.5-C12 


3-CF 3 


so 


Me 




8-65 


3,5-CI 2 


5-CF 3 


so 


Me 




8-66 


3 ( 5-CI 2 


2-OCF 3 


so 


Me 




8-67 


3,5-Clj 


3-OCF 3 


so 


Me 




8-68 


3.5-Ct 


5-OCF 3 


so 


Me 




8-69 


3.5-Clj 


H 


so 2 


Me 




8-70 


3.5-CI2 


H 


so 2 


CF 3 




8-71 


3,5-Cl2 


H 


so 2 


CHF 2 




8-72 


3.5-CI2 


H 


so 2 


CH 2 CF 3 




8-73 


3.5-CI2 


H 


so 2 


CF 2 CHF 2 




8-74 


3.5-CI2 


2-Me 


so 2 


Me 




8-76 


3,5-CI 2 


3-Me 


so 2 


Me 




8-77 


3.5-Cfe 


5-Me 


so 2 


Me 




8-78 


3,5-CI 2 


2-F 


so 2 


Me 




8-79 


3,5-CI 2 


3-F 


so 2 


Me 




8-80 


3 f 5-CI 2 


5-F 


so 2 


Me 




8-81 


3 f 5-CI 2 


2-CI 


so 2 


Me 




8-82 


3,5-CI 2 


3-CI 


so 2 


Me 




8-83 


3,5-CI 2 


5-CI 


so 2 


Me 




8-84 


3.5-CI 2 


2-OMe 


so 2 


Me 




8-85 


3,5-CI 2 


3-OMe 


so 2 


Me 




8-86 


3,5-CI 2 


5-OMe 


so 2 


Me 




8-87 


3,5-CI 2 


2-CF 3 


so 2 


Me 




8-88 


3.5-CI2 


3-CF 3 


so 2 


Me 




8-89 


3,5-CI 2 


5-CF 3 


so 2 


Me 




8-90 


3,5-CI 2 


2-OCF 3 


so 2 


Me 




8-91 


3,5-Clj 


3-OCF 3 


so 2 


Me 




8-92 


3,5-012 


5~OCF 3 


so 2 


Me 
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1 H - NMR (CDCI3/TMS, 8 ttppm) 


2-9 


7.58(1H,d), 7.51(2H,s). 7.50(1H.dd), 7.42(1H.t), 5.95(1H,ttX 4.07(1H.d), 
3.69(1 H,d), 2.31 (3H,s) 


2-18 


7.78(1H, d), 7.75(1H, d), 7.690H, dt), 7.54(1H, m), 7.47(1H, m), 
7.06C1K tX 4.12C1H, d), 3.75(1H, d), 2.79(3H, d), 3.08(3H, s) 


2-20 


8.48(1 H, dX 8.04(1 H, dX 7.49-7.60(3H, mX 7.43(1 H, 0. 7.1 7(1 H, dd), 
7.08(1 H. d), 6.1 2(1 H, t). 4.23(2H, d), 4.05(1 H, d), 3.67(1 H, dX2.71(3H, s) 


2-22 


8.55(1 H, sX 7.62(1 H, dt), 7.50(2H, d), 7.43(1 H r d), 7.35^KK3H, m), 
7.29(1 H, tX 7.1 7(1 H, ddX 4.30(2H. sX 4.04(1 H. dX 3.66(1 H, d). 2.34(3K s) 


2-29 


9.02(1H, dX 7.94(1H, ddX 1.82(1H, mX 7.51(2H, dX 7.44(1H, tX 4.09(1H, dX 
3.7K1H, dX 2.84(3H, d) 


2-49 


8.00(1 H, d), 7.41-7.48(6H, m). 7.23(2H, dd). 7.05(2H, d), 4.02(1 H, dd). 
3.63(1 H, ddX 2.90(3H, d) 


2-53 


7.89(1 K dX 7.51 (2H, d), 7.44(1 H, d), 7.44(1 H, ddX 7.26(1 H, ddX 
4.1K1H, ddX 3.96(3H, s), 3.73(1 H, dd), 2.80(3H, d) 



[0079] 

LX&Vs fllxL^yy^^^y/^^rCAdoxophyes orana fasciata) , ^ir/a*^* 
>v^3f. (Adoxophyes spO > ^^^^(Grapholita inopinata) ^l/\L^y>^4 
(Grapholita molesta) x ^^i/l/p^f jf (Leguminivora glycinivorella) % (Olet 
hreutes mori) N ^^//fryjf (Caloptilia thevivoraK Vl/^'fcyjf (Caloptilia zachrysa) 
N ^cy^l/Tfcyjf (Phyllonorycter ringoniella) N ^i/^yjJ (Spulerrina astaurota) N 
^>n^a^(Piers rapae crucivora) % ^^/^^^f^(Heliothis sp.) , ^Kyx#(Lasp 
ey resia pomonella) > ^^"^f (Plutella xylostella) » ]) >^t^>>^-Y (Argyresthia conj 
ugella) x ^t^y^yty'i 33 (Carposina niponensis) x —13^-03 (Chilo suppressalis) % ^ 

(Cnaphalocrocis medinalish ^^tfyMiJ (Ephestia eluteliaK 9V 
4 13 (Glyphodes pyloalis) N ^>1J^ 13 (Scirpophaga incertulas) % 4 f^^vHr-fey ( 
Parnara guttata) > T!73h^ (Pseudaletia separata) x 
[0080] 4^3 h$ (Sesamla inferens) N /^^e^3 b$ (Spodoptera litura) , i/n^^i/B h$ ( 
Spodoptera egigua) ^(DMM 7^7^33/^ (Macrosteles fascifrons) , y^r 
^na^/^CNephotettix cincticeps) , bhVn 1 ?^ (Nilaparvata lugens) » ±i/X2tyy 
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# (Sogatella ftircifera) , ^jJl/*ci?7^ (Diaphorina citri) x ZfVty^^i/y^ (Aleurolob 
us taonabae) » ^/^^^i/y^ (Bemisia tabaci) N tW7nf^7^ (Trialeurodes va 
porariorumK —ir^^VT^^XLipaphis erysimih ^^T^T^^ivXMyzus 
persicae) , YJxxtyJ>?s (Ceroplastes ceriferus) , ^^y^^^f^yAiyCPulvinaria a j 
urantii) % ^y^/I^^tf^AXPseudaonidia duplex) , ti/v/^-f^A^ (Corns 
tockaspis perniciosa) , ir/^fr^tf^ivXUnaspis yanonensis)^O^M 9 ilr liu ^ 
tf'fyX'^/^xS? (Pratylenchus sp.h t^^f^(Anomala rufocuprea) s ^z*jf%(P 
opilla japonica) % ^/^V/^W^XLasioderma serricorne) % 
[0081] \iy#*c#4 (Lyctus brunneus) , ^?*$*rfci^r>h$ (Epilachna vigintioctopun I 
ctata) , TX^>^J*XCallosobruchus chinensis) N irlM^-kv' (Listroderes costi 
rostrisK =^>^AXSitophilus zeamaisK !7^j/#i\S/ (Anthonomus grandis gran 
dis) % 4 ^^XV^Av' (Lissorhoptrus oryzophilus) N tytys^Jxi/ (Aulacophora femorali 
s) » ^Kn^i^XOulema oryzae) , ^*i//5/^XPhyllotreta striolata) , "TP 
J^x/ (Tomicus piniperda) x ^ ny K/ftirhtf h/V (Leptinotarsa decemlineata) 

, ^SofrMf— V M—Y)V (Epilachna varivestis) , >yv— H7— (Diabrotica ~ 

« i" 

sp.)^(D^F A !>y^/^(Dacus(Zeugodacus)cucurbitae), 5^y^^/^(Da 

cus (Bactrocera) dorsalis) , 4 v^r^iJ/^ (Agromyza oryzae) % (Deli 
a antiqua) , ^>^(Dalia platura) , ^Xl^^/^(Asphondylis sp.) , 
^ (Musca domestica) N TJJ^^JJ (Culex pipiens pipiens) ¥£<DMM i ^ A, $^5^ 

(Pratylenchus coffeae) , is^^^is^Y^^^ (Glabodera rost 

chiensis) , 

[0082] *=r?Vs*f~a$ (Meloidogyne sp.) , ^til/^y^^ (Tylenchulus semipenetrans 
) , (Aphelenchus avenae) N ^^fU±>^^ (Aphelenchoide 

s ritzemabosi)^0/^!J^>'^[^7@*4l x ^^/^^(Panonychus citri), ]}^^ 
^ ^ (Panonychus uimiK — ir^^y^— (Tetranychus cinnabarinusK ^^if^/^ 
~ (Tetranychus kanzawal Kishida) N (Tetranychus urticae Koch) , 

(Acaphylla theae) , (Aculops pelekassi) , ^/iMf^ 

— (Calacarus carinatus) > ^i/^\f^^ (Epitrimerus pyri) ^(D^^ g tF&t£>tfl/C 
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Wc. ^/iS\yyi/nT]}Pc (Rhinotermitidae) <D4 s^yPT 1 ) (Coptotermes formosan 
us Shiraki) „ ^hWTV (Reticulitermessperatus (Kolbe) ) % ltTMMZ.£.&? 5R 
eticulitermes hesperus^ Reticulitermes tibialis^ Reticulitermes flavipes^ % ife^^fp 
|pt£3iSi~<5 Reticulitermes lucifiigus % Reticulitermes santonensis^ T^^tlV^ 
4*/VCT\) (Incisitermes minor (Hagen) ) ^>n7M (termitidae) 0)9 WT]) ( 
Odontotermes formosanus (Shiraki) h Wfi/nTl'^l-(Kalotermitidae)(D^V= I ^i / 
VTV (Cryptotermes domesticus (Haviland) ) RTf&tirWTV Pc (Termopsidae) <DHo 
dotermopsis jzponica (Holmgren) %?(DW-M^ ifettHU ^ASx Bl^M.. WMM. tf— 

-mw is, % mm. • >T--7fvm \zm m^±x<o u mm \zMLx&mMxm m% 

&M$}&$: : £1rZ>i><DX*foZ> 0 X, (Formicidae) <D4^h*TV (Monomorium ph 
araoni Linnes) % \l/TV (Monomorium nipponense Wheeler) „ ^frK^^TU (Campon 
otus kiusiuensis Santschi) ^ ^n-fv/!) (Formica japonica Motschulsky) % ^P^l7"T 
y (Lasius fAiliginosus(Latreille))^^bT^l'^{C^,g,-t-5>'T^-t— Tyh(Solenops 
is richterk Solenopsis invicta, Solenopsis geminata(F))^©J|f£^Xf3:'&|Il^<£>'& 

^mn^mm^Ku xi^m-rmmKMvx^mMxmm^mm^^ 

^-r%b<oxhz> 0 

mm. y^vvYmv-kfa nmm. rt/K -vw. ^m<DMm^u^&^M 

LXh&RiXg. ^Jx.^3/^(Ctenocephalides felis) , (Ctenocephalides ca 

nis) % ^T^X^S (Xenopsylla cheopis) ^(DSS. S^^U 7M^= (Hae 
maphyxalis longicornis) ., $rtyi/~?& (Boophilus microplus) ^<D& 
^yy\ (Haematopinus eurysternus) N tyi/i/y^ (Damalinia ovis) ¥f(Di/y$. @ igttk^f 

<Df\-W>^r£&{zttLXh$\ ^&%i$kZ%irZh<DXhZ> 0 

[0084] xm£n%jy*^v>mmfc*%$Mfttirm^tkm® 
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mm, *m,M. mist, wm, ^oto^, ttfr^om*, m&Lti± 
*if*ffl v ^fcIPM (»^w*Aifso mf&mmsasL *&m<oft&£toV5f& 

[0085] *»W©«^«URISSS»J, WfcJlilB^ffl«^*ttffi-e#5««tt«fl!:|RSS 

^bE, **/£5S, -f^I, , TO®, 

$h «^9B(=>^, JBMMk f-y^e, f-M^r, ;M8, ills, =fcj?$\ = 
iPXfflfN&(ffi, fl*> t*-h f-hr>^k% a-y-^ =?A 

[0086] #38H<D^£4fc|»|Bgi!k *5pmjag|^«!^JH:#StFASrl&l^i-5fcJe>tc-t 
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mm, mm. mmm\z&^x%&ir%m&&£xfm&\mLx\t^nmmttir 
to, m±ym. ±^m&m. fet^s, fc^tm, h^nv^, a* 

$ij$tb5#0f(^ffl-rtnij;<, mrf itnr* a. m.mm&s 

o 

[0087] «^&St<TO!j£fc£L-Ci3\ tftRfcf, »X&ISft^©§^J£«;m«#1X 

s *£*1Mt, nyW—fr* ^9**— A\ 

[0088] ^^JlffiXttlffft* £^U&«S&^©M3f 
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[oo89] y^momm^om^mtLxix mm*, vmrnummm. mitmmm. 

nr? >vm<m®L*$m ^xv, from® ^sti w Kmm 1-zz.tbx 
&fa^#m&x*%z>o mKw.mmu-f sterna ^xiz, m^<D%m9m<o 



Patent # WO 2007/125984 ffile://J:\Legal\Files - Patent\400-499\RLL-417\Cited references for 417, 544, 912, 361 , .361.1\WO 2007-1 25984.cpc] Page 58 of 97 



WO 2007/125984 56 PCT/JP2007/059040 



fam. m&ykmL mi. twak mm. /v«t»jitfffltw^\ 

[0091] *«i^fflt«#5^ttftftiU}ilfrXttifrO^Wo-Ct^<, @ 

[oo92] mfo(Dtemz.tmz>mPtt\,xu, i tmm$&*^-rz&<D<D^ mmm: 

— /K ^yywV-zK y>y-/K ^u^v^-^m, 7-h^M(Mx.teT±h 
^ *=5-)v^>v>rW^ ^fMy^Wfy, *My7^/ufrhy. ^yn^f-y 
^)^—y L ;vm{.Mx.\f^;v^-—v-;v, Vtty-y, i?ny/K7\ v^/ntvi^ 
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[0094] rateM^^jtL-r, m^Mi-y^y^v^mm^m. m^-mm 
m-rz>ztftx$z> 0 

mmmmztDmoffimihfcm-rzzttfxzz. 
m%a>m%xh?>o 
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[0095] *&m<D&%£QsV5&ffls m^mm^mm^Mfommmnm^ om^, 

tdoo. ooi g ~iokg, »*l<«o. oi g ~ikg<D|gia^^@^{^criiMiRt* 

^m<o^m^Mmmu mzmwgfm$mte. HM»jfc*r*£sau 
-n. mum. ±m^m^tm^hxmm-r^th^mxm, & 

***** g w-eftffl-rsflbojftia^* imm\bvx\-t, mzsi 

^3"y, bV?v/v*>^ w^ftx. r-fc?*— K ^nM^, 
[0096] 7iyfty, -fxtfOrtPTs^ •fvyx.j'fo^ jyy^yftx, ry#x 7iy h^— h 

> v^/MfV*;*, 7o^7i^y*^, xh^yn/MfVrt^ *^ri/^, ^y^f-^ 
y % fc^y***. ^f-^frt^ ^nntry*^, yn/Mfy#*«y?vK \£9?7=>?- 

/U*;*, 7VK//J^ cr^ptf^ #Xl7-3jv* % jW7*ZSit&^ DPS (NK-0795) 

% 7fc**;rj/KA 7o:^7Jn^ s >fyr§W«x h W/*** ai^njfc 

v^y**, tvMjy, ri^yy, y^y^ w*yhyy. ^ 

[0097] 7iy/^k- h ^i^/^W- h 5^n:/pMJ>\ x.V7z£S?xiy9^ /vv 
7i77ny^7, ^y/v^-^ai^x K h *y$A\ 

5:/K f-XitjJAf?* TA&lJA&s 77=*M */V^y7°, ^rWTJ/HA 
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/yf, 7iA'>*M 7*;71JJV7 S Xft7xy*;^, 7x.J 

f-OriitV?^ l?7=.~m—K 7^7*13^7*, %;w<V/^ t°y*j}-7^ jj;v$7yV 

, 7j/^^/^7T^^ 773-*"t) '/K7\ ^7713)^7*^ 7 'IVY*'** 'AS? \ i/77=.ls 

^v^yXoy, f7/i"<>'Xpy, ^^-7/vM.xiy, y/vvn>\ ;V7 

7)V7^J97<al/^ ^n/W7/VTXn^ SMk7xy/W 4 HfiBAWW 
, tfyv^JJ/K 75;hyX, SfcatfyK yvHr^ ^U/VO^V— h 7x=77'o^L' 

[0098] ^P-77xM\ Xn^/l^yK 7W^, xy^^r^s 9 
yy, 7>V7*?y-^ &)7*v*i/7 \ fcKy^/W>\ t°U $i?7x^ t'y^^, 

7°n7xv?y, W^7A, y^^if K ^vK*f-;*//K7\ 

tf/Vx^TV, lfi|6W<*;A-/K ^A-T^A, ig^^E-y^TVK WihrK h 

y?7$h\ '<xhV7, *7-?vx7$v$j*-7^w<tfj>.m<Dmm%i%!&ffl. «y=*y 

[0099] S WrteJB^SJMS/BMSdfcl/CWu fllfctfJKJt ^K«t jS^J» i£S 

ttMffi, -CXn^;/*;^ ^^y^^x M^Pjfc*»*fvK 
/Wk -^ifX, -rva-tfX, Xnt^X, ^*7r*-K <f-*7r*-Y 

jWy^v^ <<y*s?viy % 77*h¥/K J-7/v-f*h\ /-^y^vvK ttV*J**s^ 

7j/K/n/^h\ ^U7/V7^V\ 7/V^77^h\ pvvpu^K 9Vy*tf/*&f- 
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>?vyy>, sC7v&*>* bUTi?**** bVy^/sK t7y^/-/K bV7A^ 
yWK <47=*1"S—/K :/nt?3^/— /V, S^av^y*— /K 5 

/K t°!W~/K ^-t°yA, \^)ys.Jy^ y/vr-y-r^ HJfcUKs^o^y 

V, ^Tv^/K y°v^<i->r— /K T*>^O0/79A'S>^(CGA- 245704), 7 

[0100] l^#(C^ratLT«. k K K tfT?* 

X, :/^7jv*, tty°u%/ls7*, y°vWfcjo;V7\ ^y^hfc-;/, \f97tt?vy* 
, Tv^i*, y^ny, ^AoV, ^y^nV, ^Wny^fA', i/9xxW7r 
Any, vV;VK7py, tf^^/wypy^/K 7^A:*/y7Py, ^"/^jvyxry 

^K^^ir^h 7^/h7if ^K, ^y7>f^y/ \*7x./y97s* 7V 
y/Vj-y^y, y^Yy^y, ^m^xtV^/k 7<itt*s=-fr. y°tty°y^h\ 7n 
**S*SJ>^ -fcHf~>^A, -T^o/^K, JWJyrV. fc°7W-h **ZS/7 
; fc^/^^y^/K -Y-^if fcVK 7W7=> h^yv , *7a^^hn->, ^<yHf- 
f-y*y, ^f-^TyV, '<9=-h SWyK try^//<s^\ y-x~y>, Th^y>, 
i^Whyy, hyT^77A, ^y7l/t- K 7/Vf7ty^f/V, dfifnjjsy^^- 
/K ^y^/y, ^Ihy^n^y, 7f7i=^y, ^<yy*lf S^ny, iHMbfr/i' 

[0101] X, £&JRKI£L"C» ^J^L^^^^^/W^ (Nuclear polyhedrosis virus, NPV) , 
W&MV'i^ (Granulosis virus, GV) , W&%&?ifcM*7 ■< tV7 (Cytoplasmic poly 
hedrosis virus, CPV), !i (Entomopox virus , EPV) ^(D^4/^7 

$S£lJ, ^E-y^n^^y^A'^-v^^ACMonacrosporium phymatophagum) , 7$4y~ 
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— ^-^•^7— /^^^^^(Steinernema carpocapsaeh ?*94~Y—%^*9*s&3l (Stein 
ernema kushidai) „ s*xy~- yT«^h7>-^(Pasteuria penetrans )%r<D%k.&yji$%k 

$t&MbVXm%&ttf>'$L%.V!)J^Ms hy37 f /W.y^/7^(Tiichodenna lignorum) 
, T?V/<?7-yVVM>'7iZfrs<?#-- (Agrobacterium radiobactor) % fffiW&x.A' 
t*=T'*nh/}?— y(Erwinia carotc-vorah /^/V^'X^y* (Bacillus subtilis)^ 

campestris)^^^^^^!^^^^^^^^^^^^^^^^^^ 

[0102] S(C ^Jft^^LT^Jx.^^>^-t=i/^^ (Encarsia formosa) , 3 W/T/ 

(Aphidius colemani) „ i/3^#^-xV^(Aphidoletes aphidimyza) „ -Yi^^Tt^ 
(Diglyphus isaea) , /^^nva^f (Dacnusa sibirica) „ ^WJW— (Ph 
ytoseiulus persimilis) ^ ■7$}ty7>337*y¥ ~ (Amblyseius cucumeris) » T'^t-^^T'^J^ 

v 

i»v- (Onus sauteri) 4$<0^fflc£4lK tJ?—- <JJT ■ ^ny=7f-f (Beauveria brongniart ... 
u) ^<DW£.m$km. U) -10-<rh7y*±^=T±?-h, (E, Z)-4, lO-^r- 
yyfjji/^/^T-tf-K (Z)-8-K7 f> fe=/V=T^— K (Z)-ll— rh7 .. 
7*-fc-/V=T-fe^— h (Z)-13-^-fe^-10-^-y, (Z)-13-^ir^-10 

o 

[0103] W^P^Oft^W^HWJ^J^-rS^, ^BJ^rtbfbl-IS^nStjO 

»J1. N-{4-[5-(3, 5-^do^-/V)-5-hy7/V^-n^yV-2--r 

y^/y ^ - 3 - } bVyMnmrnr^ (jb^No. 1 - 1 ) <Dmt 

Mfci2] 
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4- [5- (3, 5-^ac7x=;V) -5-Yy7;V3rv^;V-2-W*^/ys- 
3-4WT~})yO. 23g(0. 6^/1") <D^Y?\iYv7Ts5mWfc\^ fc'yiVO. O 
6g(0. 8^y^V)^P^L. **?£T, WMvBMM7k%>0. 15g(0. 7VJ^) 

1(2^:74% 

«)tt:JBJf* 1.5222(22.0*0 
[0104] N-^/V-N-{4-[5-(3, 5-^Od7^/V)-5-MJ7/V^-n 

1-5)0^ 
Wki3] 




**fl?^W;^AO. 04g(l. 0^y^/V)^xh7tKn77>5ml»tC^^^:7k* 
N-{4-[5-(3, 5-i??vX27*~/U)-5-hl)7/>jrv*?-/l'-2-<jy2c 

^/vys-^^y^Mhvy/^^BW^vo. 4 g (o. 85^y^/v) oyrYytv 

nyTssrimm&myuto mmmmmm, nxf^hmt/^o. i5 g (i. 

x K£SJR£***fcar, B^^^/vetttbLfCo ^PBWSr^l***^^^ 
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i{X^:78% 

$Jtt:JS#f^n =1. 5384(19. 8*0 

D 

[0105] M1fcM3. 5- (3, 5-i??nn7*-/>)-3-(4-YV7/l'*n*h^>7*~/l')- 
5 - bV 7>\>Hrxx*f-)\, - 2 - <<V*^yy WMtSNo . 2 - 1 ) (D\ 
Wbl4] 




C, YY^ F3 



HO. N IL^J c| f^sJ^H 



^^OCF 




A-YW/v^xi^b^y^y^T^Y^yMi. 30 g (i. s^y^e/v) oxh^tKo^ 

>-5ml»{CN-^nnn/^^K0. 20g(l. 5^^) SrStfmU &MX*90ft 

mUWVtZo #ci ^3, 5 - s^o n - 1 - ( i - yyyjvas-xi^jvxJT^X') *<Wy 

o. 32 g (i. 3^y^) t^y^A-r^o. i5 g (i. £7jdx.^&^-c 

$^{c3i^^»Lfco Rmm&mz* (20ml) K&it, g^^/v-ettm, «a 

i{X^:78% 

[0106] 5- [3, 5-t^(hy^/u^-n^7V)7^/^]-3-(4- ; e^yy^ 

y 9Vr 5 - hy^/v^-n^/v- 2 -^y^/y^ Wb#*No. 1-1 

44) (DM 
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4 - { 5 - [3, 5- tr* (hy 7 fl/Hra**? fl,) y^/V] - 5- Y^jVUra^f-jV- 2 - 
^y^1^y^-3-^/WT-y^l50mg(0. 345y^/V)£;f/l'Hs^^7l'3. Oml( 

^SrJP^Tifelll^aJtfef^SrfTofeo ^5LT#^tlfc^57 ? -h#:Sr^y-/V3. 0ml 
mJSflU ^*y^59mg(0. 685y^/V)^Dx., gfifc-C5l#ISffi#Ufc. ?g*SSr 

l|X^:94% 

«Jtt:Bk/S 149-151*0 

[0107] niters. 5- (3, s-^nn^^/w-s-^-d-^/^y/^yrV)^ 

-5- hy^/^D^/V- 1 - 107) 

Wbi6] 




N-C5- (3, 5-^na7x=;V) -5-hy:7/l^nj»fyV-2->fy#1h/y>'- 
3--f/V]73i^/VT-fehT5K200mg(0. 485y^V)$rh/V^/^^f- > >(2. 0ml 
/0. 2m0 om&mmt&MU 3E^ky^l50mg(0. 72VJ*/V)ZJMx_, MMT 

2mmwvtc 0 m&T\zxm$vfc&* #^c^^thf(2. omi) \mmu 

0 < CW/V*y^l25mg(l. 4$y^/V\ hy^^/l^T5:^363mg(3. 6VJ^)(DTH 

F2. Oml^f^TLTto Z<D&J&m^&&mzX51%mfflfcUZ&. 
Sr^Tf-T^L/CoWb^cM^y^^^yA^n^h^^^-lcTtt®} 
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U Bfi«Kb^l59mgSr#fc. 
JR^:68% 

V0&:M& 154- 158^ 
[0108] 5-l3,5-VMhV7A^&M7x=&]-3-l4-\fX&f'A>& 

o. l-159)©|8it 
17] 




4 - { 5 - [3, 5 - fcT* (hll 37^/V] - 5 - V)7Artrv*f-J\'- 2 - 
>fV*f-^y^- 3 -^/W}T=y^500mg(l. Uy^-/W)£DMF5. Omll^j&LOt 
l-T7K^^^hy->A135mg(60%, 3. 4^y^/V)^Pt30^«#Lfc 0 I^Ml-T 
Zia^*130mg(l. 7^/V)£;ta;i^fiK:MU 30^-^LfCo SlWCKft 
*PU3^^/V345mg(3. 4^y^;V)^P^«, g®fcT£t>fc:3l$|g&#U t Co 

Ifcs£:46% 

<KH4:JB#T*n =1. 5474(20. 3t) 

D 

[0109] Hig^j7. 5- (3, 5-v?i7nn7^/V)-3-(3-^/>-4-^/V^)7^= 
- 5 - hy 7)VHru**f'}V -2-4V^/])> Wb^No .2-10) ^SSfit 
Wbl8] 
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5- (3, 5-^po7x=;V) -3- {4-y /Virus- t^-;vy*.~;V) -5-hy 
yjV^ru^/U-2-^y^^/])^5. 0g(l2. 7^y^/V)<DDMF(40ml)^^y 
frtJ&ttba&Vl. 07g(l5. ZVJ*M&M}L4mmfflfrUtoBLl&$&&. 

l&^:68% 

4M£:ltt£ 117~118t: 

* ■ 

[0110] HJS0O8. 5- (3, 5-^nuy^/V)-3-(3-^/V-4-^/V^/Vy^ 

si 

Mb 19] 




5- (3, 5-^nn7^/V)-3-(3-^/V-4-y^Vf-^")7aic=/V-5-h 

y7/p^-ny^v-2--ry^y ? y^4. 2g(io. o^y^/vjo^pp^/wACsomi)^ 

$fc*i&~W*nniB£&#ife2. 5g(«70%, 102$y^)&ta*30#fift$L 
fco KJ&»6Wc* (100ml) fcj&Q*., ^Sfc&y^ASrip^JfiSttfcLfc^, ^nn* 

/va (loomi) x^wLfco %mmzmykmfci-hv^x*m, mi±TKxmm* 

JR^:90% 

ftMlll: : *H — NMR (CDCl /TMS, 5 ffllppm) 

3 

7.78(lH, d), 7.75(lH, d), 7.69(1H, dt), 7.54(lH, m), 7.47(lH, m), 
7.06(1H, t), 4.12(lH, d), 3.75(1H, d), 2.79(3H, d), 3.08(3H, s) 
[Olll] 4-[5-(3, 5-^vmy^/V)-5-hVy^ti^f-/U-2-y(y^ 



Patent # WO 2007/125984 ffHe://J:\Leqat\Files - Patent\400-499\RLL-417\Cited references for 417, 544, 912, 361, _361.1\WO 2007-1 25984.cpc1 Page 69 of 97 

i 

• - 

WO 2007/125984 67 PCT/JP2007/059040 

* » 

-2-^/v-N- (2-t°y^;^^;v) s<>*e>XAsfc>WtT$ 
KWfc^ftNo. 2 -20) ©Kit 

Mb20] 




5- (3, 5-^nn7x=;v)-3- (3-^/V-4-^ ; 5 L /V^/^^=yk7ai=/k) 
-5-MJ7/V^-i3^/V-2-'l'y^/y>'3. 65g(8. 3^y^) KLhV7A'*v& 

^4K*t)20ml^Px. N Siffii&&-C2i5IW8£#fK «£ETT?hy7^i3S^SH!S7K* 
Sr^^Lfeo SJSiS^Sr^/— ^ (75ml) i^xf^r?/ (75ml) GftdttlC 

o »0fefc«£ET«*SK T-feh=hy/K30ml)^Px., tK^T. «»y!>Al. 87g( 
18. 5^])^V)^mt^^V^2. 5g(18. S^AOfcAUfc, 3«ffl(HtffLfc. 

^^TVsO. 5g(4. 6^y^yV), Y93&A/T$>1. Oml<D^nP7}vKk(30ml)|g 

mztotenmwftut* Kj&m&bKfr&tiaz., mst^Mioomo-vmrn. * 

y *^*9^o^h^97^-T?fflf«L, Smj^Jl. 07g^#fCo 
11X^:24% 

$9t£ : *H — NMR (CDC1 /TMS, 6 ffippm) 

3 

8.48(1H, d), 8.04QH, d), 7.49-7.60(3H, m), 7.43(1H, t), 7.17(1H, dd), 
7.08(1H, d), 6.12(1H, t), 4.23(2H, d), 4.05(1H, d), 3.67(1H, d), 2.71(3H, s) 

[0112] MMMlO. 3, 5-\fMYl)7;v*u^;v)-l-{\-V97;v*u^;v&r-;v) 
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WL21] 




3, 5- (t^hy7/^n^^V)7n:^;V7}N^^50g(1945:y^/V)O7 L h7tKn77 
>250ml&t^fa25ml$», 2-7tt-3, 3, 3-H)7/V:tP:/P^V36g(20 

i&fcs mu^m^xm^, mMm^-bv^x^. mm^xmm^^u 

»:82% 

^itt^H-NMRtCDCl /TMS, 5 ffippm) 

3 

7.92(lH,s), 7.89(2H,s), 6.18(lH,d), 5.93(lH.d) 

[0113] i^r^mm<D^m^mmmxfnmm^iri)K ^mm^nh\m^ 



8*0091. 



T/^/^^V^/V*^^7/W!>At<^ii^ 10§|3 
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15M 



[0114] M«J3. 
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6 



6 



6 



6 



^/^^T^/m;Z^MU^HtzMi^^^^^T?.y&;'e 
/(C ~C )TsV*/Wl>&~/l'T$;m;ZK£VW&£htcM& : £/(C ~C )T/V 

16 16 

1 6 

%;&\z\z.£y)m&£*itzm— xr*ftfto-ct>j^iWfc^(c ~c )t;^/v^* 

1 6 



1 6 

1 6 3 7 3 7 

/l^/l^; (C ~C )T;^*c*y&;^v{C ~C )T/W=i3rVg; (C ~C )T/V^/W 

16 16 16 

16 16 1 

6 16 16 

16 16 
16 16 

(C ~C ) 77^/1^ ^n(C )TA^rJV^ (C ~C )^n7M;V 



6 



6 



6 



6 



(C ~C )S/^nT/V=a^>^ '>n(C ~C )^n7;l/3^>S, (C ~C )T 



6 



6 



n(C ~C )i/^n7M;WS, (C — C ) ZyV^r/^7V^^yvS^ /»n(C ~C 

3 7 16 1 

)7;Wf;^i/7^S, (C ~ C )i/^nr/Wf-/^V7>f=/vS, ^n(c — C ) 

6 3 7 3 7 

i/?xiT;l'*;V7,;V7s(^;V^ (c — C )7/^f;Wi^-/VS, '»n(C ~C )T 



6 



6 



(c ~C )^n7/^/W^^S, /^p(C ~C 

3 7 3 7 
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T;V*/VWfc~;V^ (c ~C ) T/V^r/V^^^/^S, ^n(c ~c )7A&Mi 



6 



6 



;\>-$—;v^ (C ~C ) 7 /v^i/ft (C ~C ) T/Ka^siJArf— 



1 6 



6 



C )77V3VI^ />u(C ~C )T/^/vS, (C ~C )^o7/V^/H, /M3(C ~ 

6 1 6 3 7 3 

C )^D7;^/H, (C ~C )TA***fi/£s /np (C ~C )T/V=>^rv'S, (C ~ 

7 16 16 3 

C )^P7/^^^S % /M3(C ~C )^DT/V3dr^> (C ~C )T/^/V^ 

7 "37 16 

1 6 3 7 3 7 

) i/^uT^/^^-&, (C ~C ) T/V^WVK^rvVg, (C ~C )T/V$r;V 

16 16 

3 7 3 7 

dr;V^/V7^yvS, (C ~C )T/^/^/V*— /H, /m^(C ~C )TjV^;V^V 

16 16 

7}^/l^ % (C ~C )i/^P7/^/V^l'*^/VS, /M3(C ~c )-iy^ar;v^r/^ 

3 7 3 7 

6 



6 



16 16 

1 6 

/np (c ~C ) T/^-^^S^ (C ~C ) i/^T;v^r/v^ /no (c ~C ) i/ 

1 6 3 7 3 7 

^P7;^/H, (C ~C )77V=:3riy^ /nd(C ~C )T/l-3^S, (C ~C 

16 16 3 7 

^p7;l/3^i/I ( /NP(C ~C YspvT tV^*ci/^ (C ~C )T/V^/V^S^^ 

3 7 16 

d(C ~C )T^/V^S, (C ~C )i/^tiT;V^r;V^^ /np(C ~C 

1 6 3 7 3 7 

T/v^-;vf-t^ (C ~C ) T^tv^jvyj— /H, ap (C ~C ) TA^-/v^j)/7 



6 



6 



(c ~C )i/^nT/v^/^/V7^— /wg, /np(C ~C )^p7M;v^ 

3 7 3 7 

;V74~;V^ (C ~C ) T/V^WVV/f^/V'g, (C ~C ) T/W^f-^/V*:— ;V 

16 16 

(C ~C ) i/$Vi7 • / /^^r/^^/^*=/^S^ (C ~C ) ^nT/l^/l^V*— 

3 7 3 7 

(C ~C ) T;v^r)Vi])V^)V^ 'M=(c ~C ) T/i^/i^/vtf^/vg, (c 



~C )7 ^t£=- /H, /no(C ~C ) T/K^v-^/V/}?- /i^, ^ain/v 

6 16 
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A-g, /M3(C ~C ) T/l^A^ (C — C )v^nT/V3rVi^ ap(C ~C )v^n 



6 



TJV*;V^ (C — C )T/V=i^>S > ah(C ~C )T/V^^rv / S, (C ~C )v^p 



6 



6 



TyW3*V^ /M2(C ~C )^n7;^^v^S, (c ~C ) TA^/i^tf-X* 

3 7 16 

C ~C )T^/V^*S. (C ~C ) S/^nT/l^l^frg, ah(C ~C )^n7 

1 6 3 7 3 7 

16 16 
3 7 3 7 

:7>f~/l^ (C — C )T/V^r;V7s;V^;V^/^n{C ~C ) T/^^^/^^/VS 

16 16 

, (C ~C )i/^n7;^7/^;vS, ah(c — C ) ^pT/^/v^/V7}n^/v 

3 7 3 7 

(C — C )T/v=¥/^/^^/vS, ah(c ~C )T^/v*/vd?— /VS, (C ~ 

16 16 1 

6 16 



1 6 

ah(C ~ C )T;V*;V^ (C ~C )^n7M;VS, ad (C ~C )S/^ , 

1 6 3 7 3 7 ; 

n7/^;H, (C ~ C )7;^>I > /np(c ~C )T/i^3r>^ (c ~C 

16 16 3 7 

vT;v^*i/^ /M3(c ~C )^n7;V3^>S, (C ~C ) T/i^/i^;*"^ ah ^ 

3 7 16 

(C ~C )T/V^/V^S, (C ~C )^n7;^W^l, ah(C ~C )^n7 

1 6 3 7 3 7 

16 16 

— /^S> (C ~C )v-^PT/V^r/V^/V7>f^/VS % au(C ~C )^n7;^/V^ 

3 7 3 7 

16 16 

. (C ~C ) ^n7M;^*^/vS> (c ~C )^n7/^/Wtov 

3 7 3 7 

(C ~C ) T/^v*/i^j?=/>Sx ah(c ~C )7;^*;^;vS n (c ~ 



6 



6 



C )T ap(c ~ C )7;^^^;V#^S, ^n^SR 



6 



6 



1 6 

/np(C ~C )7/V^S> (C ~C )^n7M/H;, /M3(C ~C )v^n 

1 6 3 7 3 7 

T/V^r/VS, (C ~C ) 77V=i^>£, /M3(C ~C )T/V3^>S, (C ~C 

16 16 3 7 

T/v^^Sx /M3 (C ~C )i/^n7;i'3^S, (c ~C )7;V^f/vftS,/^o( 

3 7 16 

C ~C )?fl&A^f"fr&^ (C ~C )^nT/W^f L ^-&> ^n(C ~C )'>^D7 

1 6 3 7 3 7 
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(C ~C )^n7;^/l/^7>f^S, /^^ (C ~C )i/#vTA^?A'XA' 

3 7 3 7 

7>f ~/]^ (C ~C ) T/^/WVl^~/l^ /np (C ) T/V^/V^/V*— /V 

16 16 

, (C )^n7/^/WM^S> (C ~C )iX^nT/V=¥/V^/V7}N^/V 



16 16 1 



6 



«*»^*«*»*«^**;*/(C ~C ) TA^^T §/«;HI-XW:JWi 



6 



6 



6 



6 



(C ~C )^n7M/>S,/>n(C ~C )^n7M^I N (C ~C )77V 



6 



6 



6 



6 



6 



^y^/V7>r^/^^Nn(C ~C )T/^/^/V7>r— ^S^ (C — C )^n7M 



6 



3 



;^;V7^;VS,/Nn(C — C ) ^n7M;^/V7>f (C ~C )77V3r/V 



6 



6 



3 



6 



6 



6 



6 



6 



6 



y^/VS, (C ~C )^a7/^S,^n(C ~C )^a7/^S> (C ~C ) 



6 



1 6 3 7 3 

~C ) v^nTVl^^S. (C ~C ) T/V^r/W^S, ao (C ~C ) T/V^r/V^ 

7 16 16 

(C ~C ) ^7/14^-^ /Ma (C ~C ) ^D7;v^ftl, (C ~C 



6 



) TA&JVWP^fU^/va (C ~C ) T/l^4--;VK7^~/I^ (C ~C )v^n 



6 



T/W3r/K*/K7^Vl'£ % (C ~C ) v^dT/^/W*/U:7^/1^ (C ~C )T 

3 7 16 
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A&cA'Wfr^A'^ /nh(C )TA&f\sWVfc=*}V^ (C ~C )^n7/^ 

16 3 7 

3 7 16 

;Vi$~;V^^xi(C ^.)TA*tV%;V#~;V^ (C ~C )T/Va^>*/l^=/W 

16 16 

1 6 

1 6 

1 6 

[2] w«»T\ ashpit -so-, xit-so -^hzmx&ifcWMojy* 

2 

[3] w^-n(r 3 ) - , r 3 hm*^kci^c 0 ) -efcsft ^8B«©>ryw^ 
w was - c (r 4 ) (r 5 ) - oct , R 5 ^tm 6 «»*^i (cp c 0 ) -c*5ii:fcaci tcte^ 

[5] R^/l^n (C ~C ) T/l^r/VS-efcSSf 1^M4V vf tl^l^EictfM' 

1 6 

[7] X#/M3<JrVj^XE:^n (C ~C ) T/l^/V3£"C*)5l»*3fi 1^M6V vf 

1 6 

[ii] -^(xi) 
Wk2] 
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F 3 C 




(XI) 



* * 



CF; 



fw&mm*. nausea ztmw.*, {c^c)r^^^=-^^y 

^n(C ~C ) TA&A'ZJW&z- jVHr&s^ -B(OH) -B(OMe) & - 

14 2 2 

B(OEt) m,4, 4, 5, 5— 3, 2-^^-2-^1, - 

2 

Si(OEt) -ZnClS> -ZnBrS, -Znlg, -MgCl^, -MgBrSXi4~Mg 

3 

it (XII) 



Mk3] 



J 2 ^CF 3 



(XII) 



(a;** ftet&mm*. 3vmm** -b(oh) -B(oMe) -b 

2 2 

(OEt) S^1" 0 )T^$*i5*V7-fVlK:fc, ^7^!)^, sy^r.Mf©! 

2 

Wb4] 



LJ (iv-D 

CF 3 



-e^£tt53, 5 - if* (h!)7/Kj-P^) - 1 - (l - hy^/v^p^fvi'ji-r^/v) ^ 
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